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1 ) <F>-ymzS. 975 Kfl:LT#@^^H)l . 0g^# 

M&: 1 05-106X3 

WKCDCh, TM si^gps^) 
5:1. 56(8H. s), 2. 66 (4H, dd), 
3. 32(3H, s), 3. 82(2H, s), 4. 1 
8(2H, s) , 4. 48(2H, d), 6. 83(1 
H, d), 7. 27(5 H, s) , 7. 32 (1H. 
d) 

[002 7]HS&H9 

K-Ky : J>V-2- [N-^y^-N- [5- [ (^ 
df-9-bKP-l-T-b'f^) *^)V] -2-f/^/I' 
T5y] T-b^SK 

xf-;l^ 2- [N— 'Oi^U-N- [5- [ Cv^Mfb 
KP-l-T-b'bT^) -2-y-J<i)VT^ 
/] Tbr-h 1 • 5 g. ^y^PTSyO. 5m 1 £ 
JBv^ji3S0U6- 1 ) <7>-)mz J: OT 5 MkLTflgMt-S- 
*1. 0g£#*:. 
H^t : 1 19-120°C 

XmSmkX^9Y>V (CDC 1 3, TMSrta$#iH) 
5:1. 57(8H, s), 1. 60-1. 70(4 
H, m) , 2. 60-2. 70 (4H. m) , 3. 81 
(2H. s), 4. 61 (2H, d), 6. 14(1 
H, br) . 6. 84 (1H, d) , 7. 20-7. 4 
0 (6H, m) 

[0028] HMmo 

N- (2— ^y^JM-^X?-^) -5 - [ Cv*^b 
FP-l-r-b'b^) -2-f-jf7xy^ 

( 2 y;^ylf^) T5y4 39mg, 5 - 
[ (A.df-tbh'p- 1 -T-b"b*r.;P) -2-f- 
*7xy*^>'SSiS800mgJffl^, HiS{^2 
W^Tffit: J: 975 Ffc LT^t^98 OOmg^i 

fc. 

»£: 56-57X: 

^a^ftflSX^b^ (CDC 13, TMSrtgS^JH) 
5:1. 60-1. 70 (8H, m). 2. 60-2. 
7 0 (4H. m) , 3. 64 (4H, s), 3. 80 
(2H. s) . 4. 55 (2H. s) . 6. 30 (T 
H, br). 6. 84 (1H, d), 7. 20-7. 4 
0 (6H, m) 



(8) 

1 3 

[0029] $mmi i 

N-Kyis)l>-4- [5- [ ('v^bHo-l-Tb* 
H 

N -Oi/)i>- 1 - t^? i;yil)Vifi*+r$. H 6 9 0 m 
g, 5 - Ho- 1 -7W-JU) XW) - 

2 -f*7x V;ir)H{>RBlMB8 7 5 m g £ja^HS6 
09 1 ^^rffifc i 0 T 5 Kfc LT8Bfl:£4l 7 0 0 m g £ 

H^i:86-88r; 10 
W^flSX'*:? WMCDCls. TMSrta®^) 
8:1. 56(8 H. s). 2. 66(4 H, dd), 
3. 40-3. 50 (4H, m) , 3. 70-3. 80 
(4H,m), 3. 81 (2H, s). 4. 45(2 
H, d), 4. 72 (1H, t) , 6. 84 (1H, b 
r) , 7. 25-7. 52 (6H, m) 
[0030} 0U60U2 

1 [ 5 - [ Cvfr-frb Ho- 1 — T 

t't-^) -2— r^^;H 

l-<yy-f;Hf^7^ySffiS74 0mg, 5- 20 
[ (A.dfiftHn-1-T-bftr^) XW1 -2—f- 
*y x y^tfyl&eisJg 9 0 0 m g SrfflV^HSSPII 1 o 
J: 0 T 5 Wfc LXWMfk&9l8 0 0 m g . 
MsS : 1 0 3 - 1 0 5"C 

SBSyWX^b^(CDCls. TMS|*]3BgJfS) 
5:1. 50-1. 70(8 H, m), 2. 60-2. 
70 (4H, m) , 3. 30-4. 00(10H. 
m). 6. 83(1 H, d), 7. 18(1 H, d), 
7. 40-7. 50 (4H, m) 

[0031] HJ&0U3 30 
1- [5- [ [4- (2-\ZV$.i?-fr) 

^Arf-AO -2— f-^] 'vfrfl-t h'n-1 
-r-tfey 

1- ( 2-t'JSy-;l') t^7y>8 9 3mg, 5- 
[ Ho- 1 -T-fc* f-^) ^-^P] -2 -f- 

H£: 108-109X: 

mt3S^mx^hiV (DMSO-de, TMSrtSS 

m) 40 

8:1. 57(8H, s), 2. 62(4 H, dd), 
3. 73 (4H, s). 3. 75-3. 85(6H, 
m), 6. 67(1 H, t), 6. 95(1 H, d) , 
7. 30 ( 1H. d) , 8. 39 (2H, d) 

[0032] mmiA 

1- [5- [ [4- {2-WJ-)V) -1-tr^x 
— ;H ^/t-*-^] -2-t—jUI -M^t Fa- 1 - 

1- (2-tUv-^) K^9S/yi. 0ml, 5- 

[ ('v^b Ho-l-r-fe*tr-;W) -2-f- 50 
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14 

JOrsHfcl/tiKMfcdfti. og^nt. 

gfc£: 84-85X: 

mmmmx^hju (DMso-d 6 . TMs^a® 
m 

8 :1. 57 (8H, s) , 2. 62 (4H, dd) . 
3. 50-3. 60 (4H, m) , 3. 70-3. 80 
(4H, m) , 3. 81 (2H, s) , 6. 67(1 
H, dd), 6. 84 (1H, d), 6. 95(1H, 
d) , 7. 30 ( 1H, d) , 7. 57 ( 1H, d 
d) , 8. 13 (1H, d) 

[0033] msmi 5 

1- [5- [ (A-y au-fV-l-^y-J-JV) 
X-tU] -2-X-/H —v^t Kur-fe'try 
l-7x-;^7y>'0. 8ml, 5- [ (-M^b 

Ho-i-r-tff-^) *f-/i/] -2-f*7iy^ 
tfylftMlftBl. 5g^K liJfcm^ScfccfcOr 
S H-ffcLTgSft#fi98 0 0 m g 
Sl£: 83-84"C 

&»«£mX'<:7H;MDMSO-d6. TMSrtSSM 

m) 

8:1. 57 (8H, s), 2. 62(4H, dd). 
3. 20 (4H, t), 3. 78 (4H, t ) , 3. 8 
1 (2H, s), 6. 82(1H, d), 6. 40- 
7. 00 (3H, m) , 7. 20-7. 30 (3H, 
m) 

[OO34]HSfc0U6 

1- [5- [ (A-K>^)V-l-^y is-fV ) ii)V 

- 2-f-)V~\ ^-tb Ho- 1 -7-fc*tT> 
l-^yj/^t^y'yQeOmg, 5- [ ('v^f-tf-t 
Hn-l-T-fe'tT^) -2-f^7x^ 

xymsmti. 5 S m^\ mtmicoijmiz£>07 

5F<lfcLTWWfc6*l. 9g*m:. 
W)H: 88-89"C 

8:1. 56(8H, s), 2. 40(4H, dd), 
2. 60(4H, t) , 3. 51 (2H, s), 3. 6 
3(4H, t), 3. 79(2H, s), 6. 91 (1 
H, d), 7. 21 (1H, d), 7. 25-7. 40 
(5H. m) 

[OO3 5]HSfc0U 7 

1 -^y^k-4- [5 - CMMfh Fo- 1 -r-fe't 

1 -<y>'Vl'-2-br^>'Vy4 1 5mg, 5- 
[ (A^bFa-l-T-fe't— -2-f- 
^xytf/Wtfyi^OlmgfcfflVV <9:fifffi 
0r5 Hft LXMMikaVl) 6 0 0mg^„ 
98-99*0 

Wms&mx^fhtV (CDC Is, TMSflgB^) 



(9) 

15 

8:1. 50-1. 70 (8H, m) , 2. 66(4 
H. dd), 3. 35(2H. t), 3. 82(2 H, 
s). 3. 91 (2H, t), 4. 52(2 H, s) , 
4. 64(2H, s), 6. 84(1H, d). 7. 2 
2(1 H, d), 7. 30-7. 40(5H, m) 
[OO36JHJ60U8 

X.+)V 4 [4- [5- [ ('v*-9-tKo-l-T-fe'e 

Xrf-jU 1 -tT'<.7>'>^;I'^ d f isU—h 0 .8ml, 10 
5- [ Cv^-trh FD-1-T-b't-^f-^] -2- 

m. ig£#fc. 

K^[:207-20 9X: 

saamwix^ HKDMso-de, TMSrta® 

*£) 

5:1. 20(3H. t). 1. 50-1. 90(8 
H, m) , 3. 00-3. 10 (2H, m) , 3. 30 20 
-3. 40 (2H, m) , 3. 46 (4H, t) , 3. 
64 (4 H, t), 4. 07(2H, q), 4. 56 

(2H, d), 7. 42(1 H, d), 7. 44(1 
H, d) , 10. 80 ( 1H, br) 

[0037] m&M19 

1 - [ 5 - [ Cv*Mfb Hn- 1 -THf tf-;P) 
;10 -2— r>M;KI -4- (4-*h3r>'Oy>f 

l- (4-j<h^^yy^tv) w.? : J>2. 2g. 

5- [ ('v^Mft Hd- 1 -T-fe't-^) -2 30 

-^*7xy#/M<>"ia§&Jg2. 8g^, Hittff 
1 comxii 0 T 5 HtLT#&:h/v:-ffc^fc:4 NJgg? 

7g£#fc. 

205-207*0 

h/KDMSO-ds, TMSrtgf® 

m 

8:1. 30-1. 90 (8H, m) , 3. 00-3. 
15 (2H, m) , 3. 30-3. 40 (2H, m) , 40 
3. 50-3. 75 (8H, m) , 3. 80 (3H, 
s) , 4. 59(2H, d), 7. 00(2 H, d) , 
7. 38 (1H. d) , 7. 41 (2H. d), 7. 4 
4 (1H, d) . 10. 10 (1H, br) 
[0038] HS60H2O 

t-7>* 4- [5- [ Cs.df-^bHo-1-r-b't 

.xf-jH -2-7V4/H -l-tr^^'y^ 

t-y-^-yp l-b^i^^tf^v-w-t^som 
g, 5 - [ (MttKP-i-Tt't-yH -Xf-^] 50 
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1 6 

-2-f-*7xy;&/lrtKyB»i8Hl. 5g£fflv\H 
mm i mmzz *) T 5 ULTHO 1 . 1 g * 

MjS: 115-116t: 

&flt$&WVt?h/MCDC Is. TMSfl&SJp) 
5 : 1. 4 8 (9H. s) , 1. 6 2 (8H, br), 
2. 6 7(4 H, dd), 3. 49(4H, t), 3. 
72UH. t), 3. 82(2 H, s), 6. 83 
(1H, d) , 7. 16 (1H, d) 
[0039] H360H21 

4- (4-7)V*W<.>V>{)V) -1- [5 - [ Cv* 
thb'n-l-r-fe't-/!') .^P] -2-r.M;H 

1- U-^M-n^yV'Ol') tf^^viSKfil . 
3g, 5- [ Ho- 1 -r-t't:-^) ^f- 

6g£*#£. 

107-108'C 
1?385W!|X^Wl^ (CDC U. TMSrtSBgig) 
8:1. 50-1. 70 (8H, m), 2. 67(4 
H, t), 3. 40-3. 80(8H, br), 3. 8 
2(2 H, s), 6. 83 (1H, d). 7. 10- 
7. 30 (4H, m) , 7. 45 (1H, d) 
[0040] HJfe{R|22 

1- [5- [ Cv*Mft KoT-b*e-;P) -2 
-A- (A--Yu^yYA)V) t^yi? 

1- (4--YuKyV4)V) V<.7 : JyW$&l. 4 
g, 5-[ (^df-^bKn-l-T-tff^) ^^P] 
-2-**7x>';&/Mf5'Rl. 5g£-fflV\ HM0H1 
cOSrffiCtOrSHtL, &Sft£%9 6 0mgSr# 

it^S : 1 2 1-1 22"C 

Wmm&X'*.? Y>V (CDC Is, TMSrtg|©2£) 
8:1. 50-1. 70 (8H, m) , 2. 6 7 (4 
H, t), 3. 46(2H, br), 3. 74 (2 H, 
br), 3. 82 (2H, s), 3. 87 (4H, b 
r), 6. 84 ( 1H, d), 7. 19(1H. d), 
7. 60 (2H. d) , 8. 31 (2H, d) 

[0041] mm23 

bFo-l-T-tftr^/P) b 
l-s^o^ifio&^-K— )VW7i?yi . lg, 5 

- [ (^r^b Ho- 1 -T-fe't-^) ^^P] -2- 

O^fc J; 0 7 S Kit LT«ffifc£tt 1 . 0 g 

lb£: 96-97*C 

laa^WX^ HKCDC Is, TMSrt&glg) 



(10) 
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d : 1. 20-1. 30 (2 H, m) , 1. 50-1. 
90(16 H. m) , 2. 40-2. 50 (1 H, 
m),2. 67(4H, dd),3. 5 0—3. 8 0 

(8H, m), 3. 82(2 H, s), 6. 83(1 
H,d),7. 17 (1H, d) 

[0042]^SS^24 

1 [5 - [ (4-7Hrf^- l-t°^^-/l0 

-no -2— r-;k] ^tft Ku- 1 -r-eeygffi 



1 8 



80mg, 5- [ (^^bKo-l-r*iftr-^) ^ 
^] - 2 -f *7 x y*My8SiS8 0 0 m g S: 

80mg5r#>t. 
M£: 130-13ir 

Ki^WIX^WMCDCh, TMSASK*) 
20-1. 30 (2H, m) , 1. 3 0-1. 
4 0 (2H, m) , 1. 50-1. 70 (8H, m) , 
2. 00-2. 20 (4H, m) , 2. 66 (4H, d 
l-T-b^tT^7^>6 5 0mg ( 5- [ ('v^b 10 d),3. 10-3. 20(lH,m),3. 35(3 



tfyKSBagl. 4g», HifcWlcO^S^ctOT 

s Mb Lxmrnfo-sm 9 0 0 m g . 

M£: 1 95-1 97r 

s?a^tmx^h;KCDc 13, TMswa^^i) 

S : 1. 50-1. 7 0 (4 H, br), 1. 80- 
1. 90 (4H, br) , 2. 12 (3H, s) , 2. 
96(2 H, br), 3. 5 5(4 H, t ) , 3. 70 
(4H, t), 3. 79 (2H, t), 4. 34(2 
H, s), 7. 24 (1H, d), 7. 6 0 ( 1H, 
d) , 12. 73 ( 1H, b r) 
[OO43]||ifc0!l25 

1- K>i?)V-3- [ [5- [ (^^b Ku-1 — T 
3, 4, 5, 6, 7-^ttKo-2H-7^y- 

2- ^y^y^-n— h 

2-r$y- 1 ~^yj)V- 1 , 3, 4, 5, 6, 1- 
A^b h'n- 2 h -r-b? try- 2 -JtV 6 6 6 m g , 
5- [ (-M^h Kn-l-7-b'tT-^) ^fvU] -2 



H, s) , 3. 81 (2H, s) , 3. 90-4. 00 
( 1H, m) , 5. 64(1 H. d) , 6. 83(1 

H, d) , 7. 35 ( 1H, d) 
[0045]^gifcfll27 

l-[5- [ (^nKn-l-TW^)^f 
71-] -2— r>MrtO -4-f^>Ji/>^;l/^^5K 
4-b^y^y*^ar-9-^H0. 7g, 5- [ Cv* 
^bHo-l-r-fefb-^) -2-W7xy 
^tfy&Jggagl. 5g», HSfeMl^^StJ: 

K£: 1 26-1 28<C 

&$S^3X^? Y)V (DMSO-de, TMSrtgSg 

8:1. 40-1. 50(2 H, m), 1. 56(8 
H, s) , 1. 70-1. 80 (2 H, m) , 2. 35 
-2. 45 (1H, m) , 2. 61 (4H, dd) . 
2. 95-3. 05 (2H, br) , 3. 20-3. 4 
0 (2H, br), 3. 80 (2H, s), 4. 23 
(2H, d), 6. 91 (1H, d), 7. 20(1 



-f*7xy*;^yiSKS900mgS:ffli\ HSfc 30 H, d) 



gW^y-^y^^l 84mg£SD;cTi§8¥U: 

ft8 10mg^|t. 

120-121T; 

• > 

S : 1. 15 (1H, dd), 1. 50-1. 80 (1 
1H, m), 1. 80-1. 90(2H, dd), 2. 



[0046] m$m28 

4 - [ [1- [5- [ (^ttHn-l-7«- 

4- [ u-tr^ys^) ttisi r-bhr-ii K2 8 

Omg, 5 - [ (^^b Ha- 1 -7Mfb 0 ~;l/) * + 

w mmicrym^iz^r^Y^Lxmrnit^msA 



98(4 H, s) , 3. 27(1 H, dd), 3. 59 40 i>£: 86-88 < € 



(1H, dd), 4. 28(2H, s), 4. 50(2 
H, d), 4. 63(2 H, d), 4. 81 (1H, d 
d), 7. 20(1 H, s), 7. 25-7. 35(5 
H,m), 7. 80(1 H, d), 8. 47 (1H, 
d) 

[0044]H8fe#I26 

N- ( y7>X-A-*Y*i/i/9u^i/}V) -5- 
[ (A.^bHQ-1-r-b'b-^) ^^yH -2— ?- 
^7x^mtSK 



50 



SlKmfttilX^WKCDC 1 3 , TMSrtSSS^) 
8:1. 50-1. 70 (12H, m), 1. 85- 
1. 90 (2H, m) , 1. 90-2. 05 (2H, 
m) , 2. 16 (3H, s) , 2. 66 (4H, d 
d), 3. 70-3. 80 (2H, m), 3. 82(2 
H, s), 3. 85-4. 00 (2 H, m) , 4. 50 
-4. 60 (1H, m) , 6. 82 ( 1H, d) 
89 (2H, d) , 7. 12 (1H, br) , 7 

( 1H, d) , 7. 40 (2H, d) 

[00471HM929 



6. 
1 6 



(11) :&m E 10-17564 
19 20 
N-tVS^-N -Tfl^r- [5 - [ Cv^tKu 
-l-7-W-)V) *+tV~\ -2-TSjJl~\ -1-7 

N-^y^- 1 -7i^75tS 1 . 2s, 5- 
[ (A.^hKo-1-r-b'tr^) -2-f- 

■A: 86-87*c 

^ : 1. 50-1. 70 (8H, m) . 2. 66 (4 *10 



1 


Or FA jTt* 3 


10 




2 


Ol x\ is 


11 


0 


3 




12 


o 


4 




13 


0 


5 




14 




6 




15 




7 




16 




8 




17 




9 
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*H. t), 3. 09(1 H. dd), 3. 26(1 H, 
dd) , 3. 81 (2H, s) , 4. 29 ( 1H, 
d), 4. 39(1H, d) , 4. 7 8 (1H, m). 
5. 99(1H, t), 6. 84 ( 1H, d) . 7. 0 
7 (2H, d) , 7. 20-7. 60 (9H, m) 

aT$nz±3emm 1-2 9 1 <t o^n^-ft^iM; 

[0048] 

t*l] 



[0049] 



•*40* [fi2] 
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0 


35H5W 
25 
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28 
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0 
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[0050] * [ 0 0 5 2 ] *?gHJHt£«J ( I ) XJ±*<0iSe)-aXJ± 

[&BJ!*>2&3I3 *$HJHfc£ft ( I ) tt^HW&StP C P 2WlkZim&ttt l/C#fW4WWi. il^fflv^ 

rw^^-mzt'cvm&m, mi rtv*i>v, mn, mm, mm, *?*nvm, 

k'nffimmmmm, x&b;mnmwwm>&mfccr> %#\, t&nmffim (zsnv-rmz&tt) . mum, «ra 

xmmt Lx^mTt>&. ^wmtt&n ( i > wkpc m, >m, m&mmi, $m, msamtm. mtum 

[ o o 5 1 ] etp c Pitmmi mmn & if izwmz ti. mumximmnmzn.^ 

mmm 30 tih. mm<m&*wm\tLx\mfox\mm.<r> 

vi*?-m&5yh (n=8> («s*2oo~3o 4mmmmwmft>ti&. z.tit><r>mtixit, mt 

0g) fcPCP (3mg/kg) £ffcT&-£U 3 0# JfUJI. XfT^i'V/*-/"?^, 9fr 

mz*-)VX-YT*7-9* (HBA) tAft*:. » ^f-y, T^t'r^A, *U- 

IMfc&lli ( 1 0mg/kg)li, PCPCD&5-1 5#ro -m. ttm, x.+U>?V3-A&¥ 

fc&T&S-Lfc. HBAJi, fff:Ig4cm<^;i6l Z<r>fe&ft<r>{><r)1rWm%ti1>. 

Srtet . EHt^ 2 0 c m«^MS-^rrS«(«4 0 c m [0053] ^fSWfc^Hs ( I ) <7)b bt^l>SgflcS 

(0*-7V7 ^ -^KtJSl P s y c h o p h a r m ^fi«J&fl§iU>j&&<7>^K, tt£, ttS'J, 

acology, 52, 2 7 1 ( 1 9 7 7 ) ] „ H BA )V- hm*%&lX®*<7)13r&lZgitX&M.W%.Ztl& 

izm h v -/ hommm ( 9#m itzmoBMt&mt w. u?ma i a^^ o . 1 Hto§ o . 1 ~ 1 o o o 

&m$L (Locomot i on) ) RVVimm (fit 40 mg, #& L<{±1~2 0 OmgtfJKfflT 1 B 1 m*t> 

mtxtihmm ( d i P P i n g ) ) £ simizht: o %.®tzMmn®. j 3-zti&fr, x&&lk i as* o . 1 

mfeLtl. tiz, PCP (3mg/kg) £f£T&-5-L BC^O. l-1000mg, jf*L<IJ0. 3~3 

fc"> * X^-^tSft5 7h (n=8) £2*tIS¥fc Liz. 0 m gOifiilBT, 101 @a^$tlI]fc#^Krt&5-$ 

zcmmmi,zt5^x*miit&fate. pc Pti <om ttht\ xm, i b i m^2A^mfr>^mmm 

miitzm&(?>®ttis&mffli<?MTiziti, m m&s-ztiz. t*>bA,mnt:£oiz, &s-m.\m* 
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(13) 
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(51) int. ci. 6 » frvmm^ fi msm^mm 

C 0 7 D 409/12 21 3 C 0 7 D 409/12 2 1 3 

223 223 

239 239 

241 241 

413/12 33 3 413/12 3 33 



mmvjm mm mm (i2)%*m w- 

3 y208^- 



